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(54) fcf^5i?>^^ilBKKSI^ 

(57) imm miEm 
mm -«5tf 1 ] : 



/ CH-N N-Y-CO-Rj 



[I] 



'C 4 T 



/P3drVS, -CF 3 , -N0 2> 



•NH 2 § ; R,tt 



-OH, C 1 ~C 8 T/W3^ri/Sx C 1 ~C 4 T;^/W 
TS/g, S-O- (CH 2 ) nCH 2 -R 3 ({BLR 

2 - 2 - f y ; Y ttx> < t 
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[ttffN*4>ttB) 
[IfjfcJSl] -jRSCCl]: 
[ftil 

. CH-N N-Y-CO-Ro [I] 
/ W 

-CF 3 , -N0 2 , -NH 2 , -N 
HCOCH3 ; R 2 tt-OH, Cl-C8T/Ur3^i/S % C 
3—C6^^nT^^-Cl~C4T/U=3^ri/g, C3— 
CVst p TA'^r/l'^v'g, C 1- C47V1^ * $/- C 1 
^CiTfraki/^ Cl-C4t 

/P^^tf-<y ^/^^r->5, Cl-C4TyV^r;WT^ 
-0(CH 2 )nCH 2 -R 3 S(R 3 |j:7i^l/il 
{£C1~C4TA'*/Kr^ Cl~C477l'=i3rv'££ 

rtiV>7 J :^/US) ; AH7x-;H N l£fcte2- 

^^/i^ 2-^~/u££fcte2--fc p y Vsvmfrb 

Cl-C4T/U^r/^ Cl-C4T/1^3rVg, au^ 
-CF 3 , -NO z , -NH 2 £fcfl-NHCOCH 3 

T/^l/>-S*fcli-CH 2 CR 4 =CH-S(R 4 ^Cl 
~ 047^ ; nf*0-3£r^1- o fcSU R x 

A^^A-g, Y^-CH 2 CH = CH-Sfc 

[ft 3 ] Y&'J>ft<thl m&±<D Z gMWUfi 

[11*^4] -jBW[I] : 
lit 2] 



-C4T/^=J^r^, Cl^C4fc Kn^rv'TA'^v' 

yg, -O (CH 2 ) n CH 2 -R 3 I(R 3 |j:7i^S± 
\C C 1 - C 4T /U^r /VT ^ / g. C 1 - C 4 T)V =* * *>SS 

Cl-C4T/^^S. CI- 047/^3 ^Vg, 

^ -CF 3 , -NO z , -NH 2 *ttt-NHCOCH 3 

T/^l/^S*fc^-CH 2 CR 4 =CH-S(R 4 ^Cl 
— C4T/W=*^S) ; nf4 0^3S:*f] "C^ftSfcT 

L 5 *ffi<0 1 o«±£*3&$#i Ltft#i-5 r. & 

[H*I 6 ] ift#g 2 is i v 3 icetto tr^<9 ^ 
[»*I7] -«5$: 

[ft 3] 



^CH-N^NH 



[ft 4] 



H CO-I 



[ft 5] 



.CH-N N-Y-CO-R 2 
AT ^ — f 



[St, RittH, C1^C47;^;H, C1-C4T/W3 
/>n^ -CF 3 , -N0 2> -NH 2 , -N 
HCOCH 3 ; R 2 (j:-OH, C1^C8T^3*5/*, C 
3-^C6^^DT/^/W-Cl~C4r/V='^^S, C3- 



CH-N N-CH 2 \ /H 



[la] 



H CO-R 2 

WHts. 
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[ff*«8] -jft5£: X-CH 2 C = CCOO-R 2 
[ft 6] 



X-CHg\ /CO-R 2 

H H 

T*3it-5ft£»«\ 



[ft 7] 



(F*i>n- 



[ft 8] 



(f*i>' 



CH-N NO^\ /CO-R 2 [lb] 

/ c=c \ 

H N H 



[M**9] 
[ft 9] 



. CH-N NCH 2 C=CH 
K N / 

[flsi o] 



- CH-N NCHgC^CCOOH 



PQ 



T*4*l8ffc&**\ -JttSt : R 5 -OH 

tVK n-^/K iso-^^/K sec-^/K n— 
^VK iso— <VfvK sec—- <>^/K n— ^:/^7V, i 



<0\ 



so— ^T'f'/W, 5^ n ;/n f /UpJ ^yi^ D^dj-v/ 

A\ iRi/T'BH'/K 2-fc Kn^fS/zcfvK 3-t 

#->~iV5vK 2, 3-yt Kn^ri/T'nf/K Sfctt 
-(CH 2 )nCH 2 -R 6 S(R 6 »i3, 4->^W^^+ 
^^-/HfcfcteS, 4, 5- VV * h*->7^=/w£. 

[ft 1 1 1 



, CH-N NCHsCsCCO-ORs 



PC] 



[ftl 2] 



Pi)' 



a/ 



CH-N. N-CHj N /CO-OHj 

C = C [ibl 
H N H 



[000 1] 
[0 0 0 2] 

mmft t LTtt, 0l;tW?, *SM¥ 3-246287 

ov > -c ttfEifc £ ft-O v \, 
[ftl 3] 



CH-hT ^-CH 2 CH2CH2COOC 2 H 5 »2HCI 



ft£%A 



^MBS 59-62577 f-lC, 5$ : 
[ftl 4] 
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/ \ 

CH-N^ ^N-CHaCHsCHCOOCaHg^HCI 



■?f^5 4- (^7i=/M? : ;i') - 1 -tf^i'— 
- ( 2 -:7t ^»)^j^^9-^it.tmh.W<o9mM^ 
VotLX%%XbZb& J ££tiX^Z, L^t^5f>, 
*^{(;^<oj;5^fl?jt«r*rL, l.o, IliJ-JgJlftMB 

[0003] z.i%-&x-img,<(Dmt:x*s.>'mm& 

[0004] 

TO®fS3Mm. i ] : 

Hfci 5] 



(Rt> 



^ CH-N^ ^N-Y-C0-R 2 



[I] 



Aoyy, -cf 3 , -no 2 . -NH 2 . -N 

HCOCH 3 ; R 2 fi— OH> C1~C8T/W^^ri/S x C 
3— C6^nT/l^/P-Cl— C47/l'3^g^ C3— 
C6^nTyW*/U**S/*, Cl-C4T/W3^r^-Cl 
~C4T^3^ri/S, CI— C4fc Kn*^TA^=*i/ 

fyl/fc^< !J v?n/U^^f ->S, C 1— C4T/l'3r/Kr ^ 
/m, -0(CH 2 )nCH 2 -R 3 i(R 3 (j:7x^SJ: 
(CC1-C4T/V^T5 Cl—C4TA'=r*S/S4 

■CfciV^^n/i/S) ; Af*7:c~/uS, l£fcJS2- 

Cl-CiT/U^/um. CI— C4T^^^ri/£, ap^ 
>\ -CF 3 , -NO z , -NH 2 £fcl*-NHCOCH 3 

t lffl»±0 fc»H»6^«r*i-aC3-C6 
T^UVS*fctt-CH 2 CR 4 =CH-S(R 4 fiCl 



[0 0 0 5J ^HOOTBHRaCEl]*. R^SH 
5, CI— C4Ts\»*/umk LTftWTTK JifvK n- 
^alf/K n-:/7yUS ; C 1-C4T/I^ ^>g£ LT 

3 *I^W£>fr<5o R 2 ^£;h/£> CI— C8 
T/l^^g^ LTity h*i<\ n-7*n# 
iso-7>D#*^ n-^h^^ iso-T'h* 

^r->/U^dr->, iso-^^r->y^^ri/ ; C3— C6^n 
7/l^W-Cl-C4T/l^*v'g£ L"Ctti/^n^ofcr 
/M^A*-*^ ; C3—C6i/^ a T/W^r^^rv-S^ L 
T^i/^n^^r^/^^ri/S ; Cl-C47/I^3riy- c 
l-C4T/^3^ri/Si: Ltfi^ h^rv^ ^ 
i/aih^X y h^v'Z/njtf*^ 3: h^ri/^n/K^ri/ 
S ; Cl-C 5 t Ko^i/r/P3*^Si: Lt«-OCH 
2 CH 2 OH, -OCH 2 CH 2 CH 2 OH, -OCH 2 CH 
(OH)CH 2 OH, -OCH 2 CH 2 OCH 2 CH 2 OH 
S; Cl-C4T/^/UT^/S^ LTtt><?vPT$ A 

y, s^fvwsA *;x^7 5y»*if fcttSo 

[0 0 0 6] R 2 -C^£ft3, -0(CH 2 )nCH r R 3 
^<OR 3 "C^$ii5Cl-C4r^/VT^/St 
y^/UT^y, 3i^/U7^A n-ynlf/UT^/, iso 

-yn^/wr^y, s^^tsa ^ ; vr^ 

£; Cl-C4r^3^>>fe^v^«:y^l/>'^^v-ST 

l/yv?t^r^7x^;l/, 3, 4, 5 - by y h^>7x- 
/^S^tfC>tl5o A-?^£ft5, CI— C4T/^^S 

-y fvi^znn/K o-y^/uy^-/K p-hy7;Vt 

- h y 7/Wto^f^7x^;uS ; Cl-C4T/W3^ri/ 

m-?u&£tiity*-/\smt tr«p-y h^v/7^=. 

/K m-y h^^7x^/K o-y h^rV7ai^/Ug ; /n 
nyv-CBifcSJlfc7-3:^St Ltlip-^on7x 
— /K m-^nn7i-;K 0-^07x^1, p— 
7;Vtn7x^;K m-7;^n7i-;K o— 7/W*n 
7 3 :^S^« f e,ix5o 

[0 0 0 7] Y-C^$tl5, HfiS^* fc HHfiS^ $T 
^< it> lffl«±W-rsC3-C67/^u^Si:Lr 
ft-CH = CH-, -CH 2 C = C- -CH 2 CH = C 
H N -CH 2 CH 2 CH = CH- > -CH 2 CH=CH 
CH 2 - 

[ftl6] 

H H H 

(E)-CHaC=0» -CH2C=CC=C-. (ZhCHjCsO S 

P>ti^o H *tzYV^iiZ-CH 2 (*$ 4 =CH- 
4 3 ^R 4 T^$ti5Cl-C4r^3^^S < J : UT^y h 
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[0008] *%wroitriB-«:S:[ i ]X'^£tiz>it&<8) 

▼ I'-f:/*, 7-7/^ yyrfi, v-ol 

!7», ILK, S*fSM$©:frtt6»«ttS. Z1tT/P*Vttm 



&t urn, + h y * y #/i^>? 
A^ro^fejiiS, r>-*-^A^, ^f/i/7?v t xf/u 

[0009] ftis, -jRjC[ i ifcsawc, -w&sn& 

[ftl 7] 



[ftl 8] 



/ 

n 



CH-H VlH + X-Y-CO-Rj 



(R,)n 



<0\ o 

.CH-N N-Y-CO-R 2 
N — ' 

HI 



[00 10] 



.CH-N^^IH + BrCH2<J=CC0-R 2 _^ y CH \ ^N-CHzC-CCO-lfe 

K H % ' H 



[II] 



[IV] 



[ftl 9] 



[lal 



aCH 2 C=CC0-R 2 CICH 2 OCC0-R 2 + /CH-M NH 

(VI [VI] ["] 

^ CH-N^ ^N- CH 2 C=CCO-R 2 



[ft2 0] 



H2 



PC] 



(Ri)i 



- CH-N N- CH 2 C-CCO-R 2 

K N ' 



H H 
I I 



lib] 
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Hfc2 1] 



lit 2 2] 



Ut2 4] 



Ut2 5] 



Hb2 6] 



yCH-N NH+CH=CCO-R 2 — *- .CH-N NCH=CHCO-R 2 
PC N ' K N ' 



[II] (VII] [Id] 

(Ri)i 



.CH-N N-Y-COOH + HO-R5— S CH 'K N-Y-CO-OR S 

at N — / fir 



[le] [VUG pq 

[0 0 11] Ut2 3] 



.CH-N N-Y-COOZ + X-R 7 — »- .CH-N N-Y-CO-OR7 

>T >S — / At N — / 



.CH-N N-Y-CO-R 2 ^ >CH-N N-Y-COOH 

at N — ' at ^ — ' 

0] [16] 



^CH-^NH *XCH 2 C=CH ^/ CH-N^NCH^sCH 

fll] M [XI] 

7)\#-)W*t>b^ C0 2 Pi) ri ^O^\ 

► ^CH-N NCHgCsCCOOH 



Pi] 



^CH-r^ ^N-Y-COOH *~ A /° H ' N> ^ ^ N " Y<X)0Z 



[le] Pg] 

±IB5t»K R x , R 2 > R 5 , A, X, Ssitfnfttft SrCfcSo ASr«£oT, I I]SrW1"5^7 

[0 0 12] Affiti> *»B<Dfc£*[ I ]«r«3lEl-5# ftfc. affiftfeS^ftigftiK Utti^Jt LTOi£g(D# 
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#l;iJi. * 9 J —fry 3c*7— /K iso-T'n 
7t Kn77>\ 5^-*"frV, T-fe hV, T"fe h- MJ 

->K^©^n h>&m&®mmmfft>ti. tit. & 

[0 0 1 3J Bj£»*, *«W«)ft:^*[ I aJtSBfrt* 

#8refc3. B&ic^or, -nastEi i ] «r*rf s tr-< 

Wili, *9/—jK x-ZJ—fr* 
iso-/o/V- /K n— 79 J— ;\4f<OTA'=t— jVJk 

sjtgt Lxti, «six«, kss# y *a, mi- h y ? 

[0 0 14] Cffitt, #3893©ft£fe[I b]«r«ifrt-S 

=£r^1-$/>n y yit7fymmm#$: y V K7-(Lindl 
ar)tt^©#«Tt?^ttS5c-r 5 £ t let 9 , -jRsttV 

1-5. *Ra»fc*^Tll7^K«^*ii**aMM(6 

<, *9/ — /K =-9 J— /K iso-^n/V 

— /K n-zf9J — /l4£<D7^=i— f h7t 

Kc>77y> s?***:^ T-feh>, T-feh^hy^K 

^OffittjgjS^ 'O-tfV, H/WaiV. 3->l-V % ?nn 

&^XtiZ%ZtiZ*.m#*<OE.Jm, ftffia>e>l 0&E 
[0015] Hist fc-jRS;[ vi ]T?^$tv«z 

S©#ftT^E«S*3;:iK:J:9fc£*[l b]«rSiig 



>b<D-etjt< > 0Jx.fi, ?9/—sK =-9/— VK iso 

f h7t h*B77y. ^^-y->, T-feh^ T-fe 
h-hy/K N, N-i?^f/P*yi/A75 K, Vtf-iv 

toft*. »^nyyft*s|«(4Lrttffl*n5* 
St LTfi, 0Hx.fi, y 17 A, h y 

!7A, jK^TR^hy f!Ji>v, h 

[0 0 16] DiSfi, *»W<oft:^ft[ I b]£iSig1-5 
^ / — /K ^^y— iso-yus<;~- n-y^ 

^•y-y, T-feh>, r-feh=hy/K n, n-^^^ 

^■y^ly, Vsv^s, *r*s\/l/y ^Dn*M§©iI 

tt^M^^tf hit. *fc, siSttftaiT^e^ioam 

STK^^^ff^ittx ^H^bl OSlJE^-coffiffl-eS) 

[0 0 17] EjStt. l!WB-««[I]Tf*4ii,5fls^* 
W5*>. Yi5-CH=CH--Cfc5ft-&ife[ I d]£$lj£ 

tr-s5s?MPIW*k:-«*[vii]T?** iis^n 

*ia$L^V>llt9^d^5 , fcOT?'b±< % m*.ti, 19 
X.9/—/K iso—yn**;— A\ n-rf9 J 
-/w^©T/w=>— 7h7tKD77y, 
^r-y-V, T-febV, 7th=h!)/K N, N—^^/W 

«tt«BBM***H r &ii. *7c, K*ti?HJiT*»6«Bto 
[0 0 18] Fjfett, *Snoft^f|[I f]*«3Bf1-5 

^7^K^*fcia*©»ftJoiet-«!S;[vi i i] 

T-CSJC^-BrSCirlcit), fl2^»[ I f ]«r®!jg-r5c 
tdS-CtS. ^[VIII]*, R s «:y^/K i^/K n-T' 
nf/K iso-T'nfyK n-^/K iso-^/K sec 
— ^fvK n-^Vf-zK iso-^V^-/K sec-^V^ 
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~>i^-/K 3-t KD+i/T'nfyK 4-t 
9vK 5-tKo*i"<yf/K 2,3-5?tKn*S^ 
T'otVK *fcl4-(CH 2 )nCH 2 -R 6 S(R 6 |43, 4 
-.*^UV$?**t/:73:=A'*fcH:3, 4, 5- by h 
^v 1 ?!^!, nli0~3)lr^-ro 
[0 0 19] KJfcfrSsi e]tt Kn 

R6<n^&$ *>©-?*> <fc<, {flxtf, ^•gv, 
nn^y, ESJg{k^, tvk iso-T'n 

^w^^n h vtt«Mitt»jK««*rf 6>*u *fc» RfS 

am urn. sss^x wmmuxmzm^zz. 
[0020] Gfett, *MK<o-«:S; [i h] x^ti 
[i g] Sr^ri-str^^^vBS^frK-iB^: [i x] -e 

rtds-e#s„ * [i g] «t», ztt-^-hy ^y* 

A, it [IX] Xtt&SK *^ a 

/K n-^fvK iso-^f /K sec-^fvK n-^^f/K 
iso-^V^VK sec-^y^/K n-^T'^yK iso-^-'f'f 

^Df/K 2 - 1 Kndf-i/^^K 3-t Y'o^-i/^u 

£fcf*- (CH 2 ) nCH 2 -R 6 S (R 6 f*3, 4 -^l' 
Vi?*df^7i=/W4fctt3, 4, 5-hy^ h^ri/7 = 

=^s, n «o~3) *§n&mc&^Tm'&K 

— /K iso—^o/</—/u % n J — /i^p©Tyl'3— 
V, T-feh-hy/K N, N-^f/WMTU', 

[0021] Hfttt, [I] -c^SixSfl:^© 

5^, R 2 *5-OHT?*)5ft^ [I e] OKitffi-Cfe 
5. HiSfcWfco-C, -/BSC [I] f, R 2 #C1~C4T 



H««-mSP*»*-j-«ri:fcJ:9. it-aWnl I e]£38it 
£*t5S§t tTttfflt ifigi: UTli 

h y * a, *imis* y $ a, dhw- h y $ a. 
mm* D^i, h y ? RjssyKEt l 

[0 0 2 2] Iffitt, fcSBgKOflS&fe [I i] Sr»jgf 
S^ffi-^&So IiSJC^oT, US-IS* LT, -jft* 

[ii] ft*i-5tr-«?5?>«**fc-«w: [x] -c* 

-JRS: [X I] •C^^^Synfn/Wf^y^^JI^ 

aW«E4LTtt» R«*rlB»t4^IR9V^J5c5t>©-T? 
tJ:<, Wx.lt. *9J— A?, x.-?;—/is y iso-^n 

7tKo77v, ^^-y->-, rthv, r-feh=hy 

Wiij. y >>a, » h y ^a. k^tK^ 
T$.^*f&m\ft>ti5,, m-xmt^x, -«w [x 

I] ^i-57 , Dfr:^t»-<7^>'P»*ICCl~C4T 

^/uy^^A, *fctt^riST$yoy^>7AT5; k 

**«CifcJ:9fl:^lfc [Ii] SrSSit-rsrt^-Ct 

[0 0 2 3] #|!i3tfe|C*5lt5Cl~C4r>'l'=Sr>'Wy^i7 
AtLtll, j^lfywy^A, ^/wy^t?^, n-T'n 
f/V-y^t^A, iso-T'a^/wy 5=-!7A % n-:/?vwy 
A N iso-^/wy f"!7A, sec-T'fvwy f-|7A % tert- 

^A'3^jrA«nrf f>ns. »-jKT5>-oy 

f l>AT? Kt LTtt, y =j-tj k.'JJ Vfxi yfjVT 5 K 

^n^-fxi v^&mm&mmmtmi-fibti, tut, r 
jSttt^spT. if* u< it- 7 8ic*»e>aa©«iB-eiTt> 

[0024] j mti. *&m<ott.&b [ i g ] zmm-r 

ZJjmxhZ, Jffild^o-C, -JRSC [Ie] 

^>H«ft:|c«MMftX«:S«$«S r t fc J: *) . 
<k«*[i'g]*«5jrt-5ri:*-e*6. -«s; [I g] 
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a, ®^g&# y h y * a, h 

a, 

[0025] i(ii&*xm<k&to<Dm&mz}s^xtiix® 



tt& LTfflV^fciiSlWBHftSt [II] "Cfl%**l*fls* 

S/a^f-f #A< • f-^x-v^ (Journal of Phrmaceutica 
1 Sience) S56 7*, 9 0 01, 1 9 7 8¥$fcBB*£ 

[ft2 7] 



W"®^ ft^ <R,>n<f\ H 0 H 

.0=0 — ► > CHOH — ► ^CHCI 1 



✓ ✓ 

-fi* [III] (*J;t«-ixfcd*4i5TEa: [I I 
la] )"M%4JiSfl:**Ht, 

■fvw • • Tp< y * V ♦ 4r § . y W Oourn 
al of American Chemical Society) ®7 3§, 3 0 9 



mi 



ii. 195 i *¥-mc&®£tiz>ik&yi)x>h v , &<os 

Ut28] 



Ut2 9J 



13E 

CH 3 (CH=CH)mCOOR s 
m:1-2 



NBS iB$&#& 



BrCH 2 (CH=CH)mC0OR5 



[Ilia] 



HCI 



■XCH 2 CH=CHC0OH 



XCH2CH=CHCOOEt 

±!2S51felC*J»t5^; [I I la] R s ttSfrlHIC|^C 
<>©«:* U *fci52j$fc<f, Qtty *y-/K ^y- 
/K n-T'c/V' — /v, iso-7*n/V— /K n-^y — 
/K J — /k sec-y^y— /w, n-^y^y — 

A\ iso-^y^ y — A\ sec-^V^ — y /K n-^^f S 

— /v, iso-^;/*y— /k y^D7 , ob*;M^y- /k 
ix^B^-y-y— ^ h^rf^y— ,^ * 
n/<y — /w, I. fdf->ai^y— :x hdri^p./V- 
yK 2-t Kn^ri/3i^y— /K 3 - fc Kb dri/yn/* 
y— /K 5-fcKn=*i^< 
V^y— /K 2, 3-i^fc KndfVyn/V— A\ 
I4HO (CH 2 ) nCH 2 -R 6 S (R 6 *J XXfn ttflrlBfc: 
IMC) tei?<D7/l>*-*miZlitt.T>*-T^ **f-J\>T 
5^, if^75y n-7°B f/UT 5; >, iso-7*B f 

[0026] *%w<n$im-f8>*. [ 1 ] x-mznzmm 

mtLrmmx-hZ. Ld>t>, #38|l3<Ofl2£4&Htfmfts 
ffit ) ^fc-Br*LT*3!9. 7W^-«f, i:<KTr- 
f-tt^^-Ctt, ^W?S^*5 s jgjjf, §5^ $ 



SOCI 2 

► XCH2CH=CHCOCI 



-[III] 



Oili LTtt, Wx.fi, a#WJ, "ft^fl, £fig#J, |£ 

[0027] igp9J»c*iv^tt, mmmt lt, •? k* 

IS, a», D I — A\ i^S-fe^B- 

^•7 A* ; ^-g-fflt UT, fc Kb *^b tf/Mr/na- 
t KBdr->y^/W-fe/wn— ^, jj^y f=/wtfn y K 

^/w^ ; n-f^y^tLT, t KB^v-yn 

Itffl*, &a*««, ^b i^u^^y : ^3g^ 

SUtUT, ^K!7«S, Wb^hy^A, D-vyrh- 
^!)t!)y#; pHUS^JiUT, «Mlfi. 

a^A©*&l 0 0. lmg~3 00mgt?fe5ii, 
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[0 0 2 8] 

i) 4-^n^rV»: 1 0. 5 7 g (0.0 55^ 

(04-yn^/ry»xf ;i/x7r/W2 0m 1 S 
fc^f/smmi'-l 5*CfcJftaiU SWT, 20m 

K05N-KOH*»»S:»4r|:iTU 1.5WSff 
i-a. Wcot* 2 K&ffi£«BE»*8U 
Mt*3i-yA'-C*»U ***\ 10%M 

sum 9 3g u ±x&&t*£titm\* % ittw^yxA 

^6 3-6 913, Jfcfl3.4g (3 7.5%) £ 

NMR 6 (CDC 1 3 ) ppm 3. 91-4. 25 
(m, 2H) % 5. 80-6. 3 3 (d, J = 15H 
z, 1H) % 6. 8 2-7. 4 1 (m, 1 H) % 9. 5 
5 (s, 1H) 0 

«S#*f EI -MS m/z 164 (M + ) 
CI -MS m/z 165 (M + +l) c 
[00 2 9] ii) 4-/o^7^n7^K:8. 
46 g (0.0 5 1W) <04-^n^rya©15 
ml <0&7k#uvi$vu&%&&%}fr$lfT, 5.4ml (0. 
0 7 7W) o!fbft^;i/^iTl> l.sWplfflaUR 

»^8 2- 8 7t/2 ImmHg, Jfcft4. 1 6 
g (4 9%) £#£o 

iii) 4 -/n^yrySiso-^D fcT/WT $ K : 0. 8 
3g (0.0 13^) tf>iso-:/tr fcVl/7 5^ 1.9 
ml (0.0 13^) <DYy^*f-)VT%.l/^ 4m 1© 
ft*?pn*A'A)miC*»T« 25g (0.0 14* 
/U) ©4-^D^f^n7^ K<D8 ml *S** n 

«eft^JXA*i, BJS6 7-70U IR42. 0 4 
g (7 6. 4%) £#£ 0 
[00 30] ##flj2 

[ (4-7th7^/7xn;u) 7x^/MfM ^ 

i) 4-7th7^y^/7x/y : lOg (0.0 
5 1W) ^-TS/^^x/VtS^A^hj; 
sf^TS ^4:5 0 m 1 OMfc? pp*;^|:B1S 
7kfrT4. 4 g (0.0 5 6*yw) OttftT-fe^A^) 



2 0mli*^Pn*/l/A»8TU *0>**ffi& 
T?-*S»M-5 0 S«««r*ftU. ftMt^^'/J 
S««r«*u 1 3. 8 1 g 

^bS»fiL7.8 7g (6 4. 5%) , gk£ 1 4 2- 
1 4 8XMBtfito&#6. 

ii) 4-7t h7^/^yXfc Kn-;U: 7.8 7g 
(0.0 3 3^) ©4-7th7$y^/7*yy 

h y ^A^/>L-fo*x^m-c3. 5 0#TO#-ra o s 

U Sftft(D4-7th7^^yXtKn-;u8. 1 
5 g 0£fitt) , »j£ 1 2 6 - 1 3 2t©*«ftttftSr 

[0 0 3 1] iii) (4-7th7^7x^) 7x 
-/l^^vl^n JK: 1.2g (0.0 0 5*/l") <£>4- 

*PL*?&T0. 5 5m 1 (0.0 0 7 5^) Ofifbft 
^tlTll. 5I^W««fci-ao RJS*m 

iv) [ (4 -TiT F7;/7x^) 
tr^y ^y : 2. 5 8 g (0. 0 3W) <Dm7kV<<y i? 
>t ^JV(D V y ac^vW ;^12ml CD&tR^ n n 
*/WAtC!g«i$-fr, **Tl.2 9g (0.0 0 5*^) 
CQ4-7i? hTSy^vXk KJ/U^nJKoi3ml 

m-Zo ejeji*t** u 5%^-e»w 

U 1.4 7g (9 5%) OgM7^77^0lW 

NMR 6 (CDC 1 3 ) ppm 2. 07 (s, 3 
H) , 2. 18-3. 2 5 (m, 9H) % 4. 2 0 
(s, 1H) , 6. 9 5-7. 6 8 (m, 9 H) , 8. 
0 2 (s, 1H) o 

W&fttir E I —MS m/z 3 0 9 (NT) 
CI -MS m/z 310 (M*+l) 0 
[0 0 3 2] ##ffH3 

6-^n*-2, 4 -^^t^x^xf/i/x^r^O 

3 2. 4 g (0.2 3*/w) oy;vfy^f^^r 
A\ 4 0. 6 g (0.2 2 8*71') cDN-z/u**^ i/;/ 
-Y 5 K(NBS)t0. 5 3 z<Di&fflt'<y/'f;U%l 4 
0m 1 <D^>1f>\mMi$1£2 OtifMmtiLi-Z. s/s® 

h ^9 7 -f - (SttiSjK : ftSS^^/^^X^ : 
V=l : 50) fcftU 1 0. 4 5 g (2 6. 8%) <D& 
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NMR 6 (CDC 1 3 ) ppm 1. 15-1. 50 
(t, J =6. 6 Hz, 3H) , 3. 97-4. 45 
(m, 4H) , 5. 8 0-6. 4 9 (m, 3H) , 7. 

0 5-7. 5 3 (m, 1 H) 0 

®*#flf E I -MS m/z 2 18 (M + ) 

C I -MS m/z 2 19 (M + + 1) 0 
[0 0 3 3] ##fll4 

1- (i?y -4- fcT 

2.52g (0.0 10W) Ol- i*?7*L=-)Vii*? 
>V) ¥^7iS>&£Xfl. 0 1 g (0. 0 1 0^/U) <Dh 

lT*C1.19g (0.0 10W) (03-^n^e-l- 

ttti^w^^A-cwiii, sasu mm**))* 

-Z/n/V-^TWSaU 1.6 7g (5 8%) . % 
A8 8-9 0^lWMf$ o 
NMR 6 (CDC 1 3 ) ppm 2.2 2 (t, J = 
2.4Hz, 1H) , 2.3 5-2.6 4 (m, 8 H) % 
3.25 (d, J = 2.4Hz, 2 H) % 4.2 3 (s, 
1H) , 7. 1 0-7. 5 1 (m, 1 OH) 0 
R*##r E I -MS m/z 2 9 0 (M+) 
CI -MS m/z 29 1 (M + + 1 ) 0 

[0034] m^ms 

1- [ (4-^nn7x^i/) 7 m n/io* fvKl -4- 
(2-^ntfr:^) \fs<yW<DW& 
14. 3g (0.0 5 0^) <D1- 
tKy/V) e^yv^WSjztf 5. 5 6 g (0.0 5 5^ 
AO Oh!) ^;vr K 2 0 0 m 1 

7k#T-C6.54g (0.0 5 5^;V) (7)3-:/n 

st-r^o *M****^^*^i>A^fa»« % sue 

SIK: ^on^^y; ^^/^=5 0 : 1) left 
U 13.6g (84%) ©«ft»«*i:LTB65H6*r 

NMR 8 (CDCi 3 ) ppm 2.18 (t, J = 
2.4Hz, 1H) , 2.34-2.5 8 (m, 8 H) , 

3. 20 (d, J = 2.4Hz, 2H), 4.12 (s, 
1H) , 7.0 2-7.3 5 (m, 9H) 0 

[0035] mmmi (Am 

4- [4- [ (4-^nn7x^) y=.~;V*3-;V} -1 
-\?s<y*/~;V\ -2-:/xV»3^/Vol*7vI'- 2&K 

4. 3 g (0.01 5^-A) (01 - (4-^Pn/<yXt 

K»A) ^7^yS:4 Oml iD^yf , 



5. 0 1 g (0.0 2^/v) <^4-^D ; e^P hy^xf 

(SffiSiih *nn^A : **y-A=l 0 
0 : 1) fcftU 4. 6 7 g (7 8. 1%) 
£^3o (1 6%) |C 

AU »£i 9 1-1 9 6t:, IR1:2. 84 g (4 7. 5 
%) -eBW*Sr#5. 
[0 0 3 6] g|ffiflj2 (Bfe) 

(E) -4- [4- [ (4-^nn7xx/l/) 7^~)V* 
^A] -l-t°<<yi/~/U] -2-yfy»xf;i/x^f 
A- 2J£8fc!£ «k^»#*8 3) 

2 8. 5g (0. 2 5W) (7) (E) - 2 -y^Vifcr 
f-Asx.XT'A's 4 4. 5g (0. 2 5^) (DN-^o 
w*VW5K, 0. lg<^)Mft^y^/K ioJ: 
l^lOOml <0«*|^<^^<Dji^«iS: 6«rWa*** 

fclCilK M84-8 5^/1 OmmHg, 29. 8 
g (6 2%) <D (E) -4-^n^-2-7'Ty^f 
A'X^fHjlS, &f£, 8. 6g (0.0 3W) <D 
1- (4->np^XfcKJ^) ^7i?yJ:5 0m 
1©^*VKS»S*, 6. 36g (0.03 3^- 
A) (D (E) -4-^n^e- 2 -yryixf^x^r 

^fca*^oh53i*-A'T5>'tap^ 1 crasser 

(WI:^no^y : ^;-;v=3 

0 : 1) tftu #6ti5Jtft»ttft*«Biy^y-/^ 

(16%) fc±0tf»»iU »*>ii5ttBfi&2-:7 
nXy-^P>S3tefiS* % «1 9 6-2 0 0t, IR 
45. 76 g (4 1%) -CBAMfc*#5 0 

[0 0 3 7] jHfcW3 (Cfe) 

(Z) -4- [4- [ (4-^nn7x^) y=.~;V* 

a • ^ wf >g£i6 «fc£»#^9 5) o§Sj£ 

14. 6g (0. H/V) 04-^oa-2-^fy8 
ai^vtcc*^* l 0 0ml ©7t hy|^)!?*^ 
1. lg©JyK?H«lfl*T, 18lMlata4>* 
^JE^TMlr^v>rS«*^t:al7cS^^fir5o £JS 
mT&s ifiiiU iS«£}glf8£-tJ:> 
7^^^h^77>f- (Sffl&«:^*i>-y :T-feh 
y=30 : 1) iCtfU (Z) -4-^pp-2-^t 
>«^A:n*7 t A4 . 98g 1 
So :oft*»tt, ^JxB±«««arfK:»oKi6:ic^i^ 
So r<0{fr&»i. 4 8g (0. oi*a) ttJ:tfl. 
43g (0. 0 0 5^) (01- (4-^no/<yXfc 



f 
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1. Olg (0. 0 1W) <30M)xf;i/7^y^j;(; 

50:1) 0. 4 3g^6»»# 

liiSl 64-1 6 6U SfeS^OSW^SrO. 0 
9 g#£ 0 

[0 0 3 8] ggjfcftU (Dm 

(Z) -4- [4- [ (4-^ nn7x^) :7^yl^ 

yu . IsJ «fr&^#^9 5) <a$lig 

2. 41g (0. 006 7^-yU) <D4- [4- [ (4- 
^ a n 7x^/1/) ^m—yl^^vKl - 1 - 

/U] - 2 y^^/U^^/U^ 5 0ml <£>T1r h 

^cmm^, o. i6 g oyyK7-«I^«T, 

l) fcttU 8Blfe*tt**#5p ^fc^^lci; 

t?2lsIII3B*S*5^i:Jj:«t9, M164-166 
t> 0. 81g (2 6%) .<0lttft*#5 0 
[00 39] Hffigt|5 (Efe) 

3- [4- [ (4-^ n n^m^/U) ^xs/l^fvl/] -l 
-^7^-^] -2 -^n-O^^i ^/^^^/ix ({b^ 

2.8 7g (0.0 1W) 

*Tl.29g (0. 0 1 (£>:/n fc> tf— yl^o^ 

L«ffiLT<S«i&£»ftL2. 5 g (6 5.8%) <D& 
LBkSl 0 6-1 0 8TC, JR*1.9 5g (5 1.3%) 
[0 0 4 0] §&feffH6 (Fgt) 

4- [4- [ (4-^nn7xx/l/) 71-/^^] -1 
-^7^^] -2 -^r-^^iso-yn tVW^^r/l^ 

• 2i£g£J£ (ft£*»*7) ojgg 
1 g (0. 0 0 3* A?) (DA- [4- [ (4-^aD7x^ 
AO 7 =.~>V**f-)V\ -l-fc^^-A] -2-77-1/ 
M£l 0 0ml(Aiso-:/n/V-/W£^SU Tk&T 
1 m 1 0ttm*MTUHftWH-S. MUtt^IAL 

^-x^-caffl-t^o ^-xyuJI£fS7ka®^*^* 
ATftlifftttEKttU 1. 1 g (jfcftft) 



(9.9%) fci9»|fc»tu WfeftSftHfiSs** 
A^&BJMILlljKl 9 5- 1 9 9t. JRfiO. 7 
1 g (64.5%) "C*feifttftOBtt*Sr#5 0 
[0 04 1] S0fc«7 (Gfe) 

4- [4- [ (4-^nn7x^) 7 ^=^;V^^-jv] -1 

-tV^^-ykl -2-^xV^3-t Yu*t*/-?n tfyU 

x-TsT-fV- 2tttttt[ 7) <D§Sig 

1. 1 7 g (0.0 0 3^/U) <D 4- [4- [(4-^ 

n P7x^) 7i= yM^vi'] 

- 2 -T'rVSt h y £1 5 m 1 cDfek^ * / 

-/H:S*L0.2 7ml (0. 0 0 3^-yU) CD3-:/n 

*-i-7*si7-;i>&to%.7 ommmmi>tt 0 mm® 

•JAW'S. giaESr^y^^/u^^A^a-r F^77-<- 

(*&£tt^ : ^ Pn^A : p< ^ yv= 50 : 1) 
ttU 0. 3 2 g (2 5%) 0j|&tt:R«&ft5. «6 

ti5Miri^^/-/v (9.9%) Kxvmmm. 

tU 0. 28g (2 1.9%) ^$H£T^/W7t*<£> 
[0 04 2] jafc«8 (Hfe) 

4- [4- (v^m—yl^fvl') -l-tX7^] -2- 

?7 >m itt&mm* 5 e ) (DWk 

4.4g (0.0 12^) 04- [4- (is7*~/U* 
- 1 -tf"<7^— yu] - 2 -yfyixf^x^ 
^*r4 3ml(D5%*6ltt!:«#U 2.5««t 

So AM* ttft^a**^ h y D^-ePH7. 2 

*8HK > ? A-ee^«flE««-f 5o 
^^7A^nvh^77^- tigtti&jS : ^nn* 
y^A : ^/-yl/=l 0:1) KttU 1. 6 8 g (4 
2%) 0>a&l££frtt<5. »bftSfi*Sft«r**/-/v 
fl>e>Sfe&U»£l 08-11 0«fc % lRil.07g 

(2 6. 7%) -CB«HfcSr#5 0 

[004 3] %MM9 jim 

4- [4- (X>7z^~)V*^)\,) - 1 -fcV<7i^yl/] 
-2-^>» (ft#W^5 7) (D«3g 

1. 4 5 g (0.0 0 5^-yW <?5 1 - (i^^^^y^^ 
yu) -4- (2-yntfxiyU) ^7^5 Om 1 
^Tk^-^/Hc:^^^ S*«»T-7 stfcisv^-c 

n-^ywy^!>A •n-^^r-^y^^ (1. 6M) ^3.8 
ml (0. 0 0 6^-yW) jST*rSo 3 0M^« 

M£i*:So 3 0ml©**ftic8B<aD^ ^-r/u-CiJIs 

ttKU ^on7«^ytf2Elttai-a 0 
^^!>A-cftift«, #«B£*«U aiS^^^y-y^ 
- y ^ / — /ua-&j8fj«C-cw»ft ^^5rticj:«9ffl^i 
12-115t, 0. 8 2 g (4 9%) , Sfe^yXA 

[0 0 4 4] HfflgUl 0 (J &) 
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^#^6 0) ^sjjg 

0.2g (0.00 0 5^V) (04- [4- [ (4-^n 



[0 0 4 5] l»iBlllfc««cB«Ufc*jfetlfi!«4***' 



i — r 



SI ia S 



CHN NCH=CHC00C 2 H 5 



CHN_NCH 2 CH=CBC00CH» 
©/ • 2HC1 



CHN NdjtCH=CHC00C 2 H s 
<gy W -2HC1 



CHN NCH 2 CH=CHC00CH a 
^ -2HC1 



CHN NCH a CH=CHC00C 2 H B 
<<3)/ V " -2HC1 



„ CHN NCfl 2 CH=CHC00C 3 H7-n 
<S/^ -2HC1 



CHNJCH 2 CH=CHC00CsH7-i5o 
<§/ • 2HC1 



[00 4 6] 



i i_ 



OC) | H' NMR 



mm 



II. 1-1. 35(t,3H).2.25-2.6( 
106-108 I d, 4H), 3. 05-3. 4(m, 4H). 3. 9 
EtOH |-4.35(d,2H),4.2(lH,S),4. 
15-4. 8(d. lH).7.1-7.55(n.l 
I OH) 



12. 45(s, 8H), 3. 0-3. 3(4 2H) 
171-175 l.3.7(s,3H).4.25(s,lH),5. 
EtOH l8-6.2Cd,lH).6.5-7.1(iB.lH 
I), 7. 1-7. 6(«.10H) 



1 

1 1. 1-1. 4(t, 3H), 2. 95<s, 8H) 

170-175 1 , 3. 05-3. 2(d, 2H). 4. 0-4. 4( 
EtOH |q,3H),5.85-6.15(d,lH),5. 
17-7. 2(d,1H), 7. 2-7. 6(m. 10 
IH) 



1 

12. 45(s. 8H),3. 0-3. 2(d,2H) 

147-151 |,3.7(s.3H),4.2(s,lH),5.8 
EtOH |-6.2Cd.lH).6.7-7.1(i.lH) 
17. 1-7.50). 9H) 

1 



ll.2-1.4(t,3H),2. 5(s.8H), 
191-196 |3.1-3.3(d.2H),4.05-4.45 
EtOH |(q,3H),5.85-6.25(d.lH), 
16.6-7. Km. IH).7. 15-7. 60 
I (o,9H) 



I0.8-I.05(t, 3H), 1.5-2. 0(m 
186-189 1. 2H). 2. 5(s, 8H). 3. 1-3. 2(d 
iso-PrOHI. 2H). 4. 0-4. 3(t. 1H), 5. 8- 

16. Kb, 1H), 6. 5-7.5(ii, 9H) 



|l.l-1.4(t,6H),2.5(s, 8H), 
172-176 13. 05-3. 30(d. 2H). 4. 25(s. 1 
MeOH |H), 4. 85-5. 30(n. 1H), 5. 75- 
16. 15(d, 1H), 6. 7-7. 15(a, 
llH), 7. 35(d, 9H) 

— r#n — 



Clin/z 
Elm/z 



384 
385 



350 
351 



364 
365 



384 
385 



399 

(r+D 

399 



412 
413 



412 
413 
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i — r 



Kb 



I No 



i 10 



111 



112 



113 



114 



[004 7T 



* s a 



CHN NCH 2 CB=CBCOOC 4 H,-n 
<gX -2BC1 



CHN NCB 2 CB=CBC00C 4 B,-iso 
' 2HC1 



_ CHN NCH 2 CH=CHC00C 5 B,,-n 
W -2HC1 



_ CHN NCH 2 CH=CHC00C 5 H,,-iso 
W -2HC1 



_ CHN N<S i CH=CHC00CH 2 -<1 
©T -2HC1 ^ 



CHN NCH 2 CH=CHC0(K) 
w -2HC1 



CHN NCH 2 CH=CBC00CH2CH 2 0CH S 
<0/ -2HC1 



CC) I 



H' NMR 



\nm 

I CIa/z| 
I Eln/zl 



1 — 1 

l0.8-2.0(m,7H).2.45(s.8H)| 426 
170-175 i.3.1-3.2(d.2H),4.0-4.3(t| 427 
iso-PrOHl, 2H). 4. 3(s, IB). 5. 8-6. l(n| 

I.1B).6.6-7.5(b,10H) | 



1 1 

10. 9-1. OCd, 6H)1. 5-2. lCm. II 426 
132-137 |B).2.5(s,8H),3.1-3.2(d,2| 427 
iso-PrOH|H), 3. 85-4. 0(d, 2H), 4. 2(s. | 
I1H), 5. 8-6. ICm. 1H). 6. 7-7. I 
15(1.96) I 



10.9-2. 
154-159 13.0-3. 
iso-PrOH|2B),4. 

I IB), 6. 



0(m, 9fl), 2. 4(6. 8H), I 440 
Kd,2B).4.0-4.3(t. | 441 
3(s. IB). 5. 7-6. 0(m. I 
5-7. 5(m, 9B) I 



1 

10. 9-1. 

130-135 |3B).2. 

iso-PrOH|2B),4. 
I1H),5. 
I7.5(n. 



0(d.6B). 1.5-2.0(b, I 
5(s.8B),3. 1-3. 2(d. | 
0-4. 3(t. 2B).4.3(s. | 
8-6.05(b. IB). 6. 6- I 
9B) I 



440 
441 



+ 



10.2-1. 
125-130 13.1-3. 
iso-PrOBId, 2B). 

k 1H). 



1 — 

5(n, 5B). 2. 5(s. 8B). I 424 
2(d.2B).3.95-4.05(l 425 
4.3(s, IB), 5. 9-6.2(1 
6. 7-7. 5(b, 10B) I 



I1.0-2.1(b,10H).2.2(s.1H)I 452 
146-152 |.2.45(s.8B).3.0-3.25(d,2| 453 
iso-PrOH|B). 4. 2(s. 1H). 5. 7-6. 2(d. II 
|H).6.1-7.0(b. 1H), 7. 1-7. 61 
l(s.9B) | 



l2.5(s.8H).3.0-3.2(d.2H), | 428 
124-128 13. 4(s. 3H), 3. 5-3. 8(a, 2B), | 429 
iso-PrOH|4. 1-4. 3(nu 3H). 5. 8-7. 5(m, I 

I11H) | 

— Rnh 1 
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[0048] 



Kbl 

isi m & s 

INoI 


I m& i iwfi 

1 (t) 1 FT NMR |»«fffl 
1 WSH 1 | Cln/z 

1 1 | Elm/z 

i i 


1 |CH 0\ /"~"~\ 1 ll.0-1.3Ct.3H),2.4(s.3B)| 442 

H5I CHNJO 2 CH=CHC00CH 2 CH 2 0CB 2 CH, 1123-128 1. 3. 0-3. 2(d.2H). 3.3-3.8(1 443 

1 1 <Q/ ' 2HC1 |iso-PrOH|D.4H),4. 1-4. 3(m, 3H>.5. 81 

1 1 1 I-7.50U1H) 1 

1 — i .. i i i , 


1 1 ci-<g\ _ 

I I -2HC1 


t n 1 1 

1 ll.25-1.7(a.2H).2.4-2.95(l 414 I 

f £ Off A o fin n / * Afi\ » /vi a ^ i 

1 |n,8H),3.25-3.5(d, 2H1.4. 2| 415 1 

1 l-4.6(n,3H).6.0-6.4(<i,lH)| i 
1 1.6. 7-7. Id. 11). 7. 3-7. 7(i I | 
1 I.9B) | | 


i ici-^y 

1171 CHN NCH 2 CH=CHC00CH 2 CH 2 CH 2 OH 
1 1 C^' -2HC1 


H 1 1 1 

I II. 75-2. 25(n, 2H),2. 3-3. 35 1 428 ! 

I l(n.8H),3.l-3.35(d,2H),3. i 429 I 

I l6-3.9(t.2H).4.2-4.5(n,3H| | 

I I), 5. 8-6. 2(d, lHX6.55-7.ll I 

I l(B.lH),7.l-7.6(n.9H) | | 
i j i . 


1181 CHNJCH 2 CH=CHC00(CH 2 ) 4 OH 

I 1 42/ -HOOTCH 

II " HCC00H 


1 1 1 1 

1 ll.6-1.7(n.4H),2.42(s.8H)| — | 
1 153-157 1 3. 0-3. 15(d, 2H), 3.4(t. 2H)| 443 1 
1 AcOEt |4.1(t,2U),4.18(s,lH).5.9| | 
1 Kd,lH),6.62-6.8(iD,lH) > 7. I | 
1 103-7 35(m 9H) 1 1 


1 191 CHN NCHjCH^HCOOCHjCOOCsHs 

s I C/ * 2HC1 


1 i 1 1 

1 ll.l-1.35(t,3H).2.4(s.8H)| 456 1 
1130-135 l,3.1-3.4(d,2H),4.0-4.4(q| 457 I 
1 iso-PrOHl . 2H). 4. 2(s, 1H), 4. 55(s, 2H | | 
1 l)5.8-7.5(m.HH) | | 


1201 CHN NCH 2 C =C C00CH 3 
II <Qf W -HCl 


1 1 1 1 

1 l2.39-2.62(n.8H),3.42(s,2| 382 I 
1 125-128 IH). 3. 74(s, 3H). 4. 20(s. 1H) | 383 I 
1 17. 10-7. 40(m. 9H) | | 
1 1 1 


! ! CHO\^ 

1211 _ CHN p 2 C sC C00C 2 H 5 

II €/ • HCl 

i-H 1 


1 1 1 1 

1 1. 30(t, 3H). 2. 42-2. 70Cm. 81 396 I 

122-125 |H).3.48(s,2H),4.25(q.2H)| 397 I 
|.4.36(s.lH).7.15-7.48(m. | | 
I9H) | | 

f-T< t . _L , | 



-15- 



i — r 
Ktl 



!No| 



m a 



1221 ©\ r-K 

CHN__NCH 2 CH=CHC00C 2 H 5 
' 2HC1 



CI 



!23| 



CHN NCH 2 CH=CHC00C 2 H s 
^ -2HC1 



1241 ^CHN NCH 2 CH=OiC00C 2 H 5 

• 2HC1 



1251 CHN NCH 2 CH=CHC00C 2 H 5 

<Q/ ^ -2HC1 



1261 



ChOcH 2 CH=CHC00C 2 H 5 
•2HC1 



1271 _CHN NCH 2 CH=CHC00C 2 H 5 
(OX W -2HC1 



CC) I 



H' NMR 



1 1 

IKS 

I CIn/z| 
I Elm/zl 



|l.l-1.55(t,3H),2.4(s,8H)| 398 
182-186 l,3.0-3.2(d.2H).3.95-4.4(| 399 
EtOH/ In. 3H),5. 7-6. 1W.1H). 6.5-1 
HeOH |7.5(a.lOH) | 



+ 



ll.l-1.4(t,3H).2.4(s.8H), I 398 
181-186 |3. 0-3. 2(d, 2H), 3. 9-4. 3(q, I 399 
EtOH |2B),4.75(s,lH), 5. 65-6.1 I 

I (d. 1H). 7. 1-7. 4(n. 10H) I 



ll.l-1.35(t.3H).2.2(s.8H)| 382 
185-189 1 2. 9-3. l(d. 2H). 3. 8-4. 2(q. ! 383 
l3H),5.6-6.0(d. 1H),6.5- I 
1 7. 0(m,lH), 7.1-7.4(i.9H) I 



+ 



|l.l-1.4(t.3H).2.5(s.8H). I - 
170-175 13. 0-3. 2(d, 2H), 4. 0-4. 4(b. I - 
|3H),5.8-7.5(m, 11H) | 
I I 



U.15-1.45(t.3H).2.25(s.3l 378 
161-164 |H),2.4(s,8H),3.0-3.2(d,2| 379 
EtOH |H).4.0-4.4(q,2H).4.2(s. I 
HH),5.8-6.15(d,lH),6.7- I 
I7.50U0H) | 



1 1 

ll.l5-1.5<t,3H),2.5(s,8H)| -- 

206-210 1, 3. 1-3. 3(d, 2H), 4. 0-4. 5(q I 433 
EtOH |,2H),4.35(s,lH),5.8-6.2 I 
Kd.lH).6.7-7.2(n.lH).7.2l 
|-7.7(n.9H) | 

1 j 



CF: 



1281 



CHN NCHjCH=CHCOOC 2 H 5 
J -2HC1 



129 



[004 9] L 



<0/ 



CHN NCH 2 CH=CHC00C 2 H 5 
w • 2HC1 



193-196 
EtOH 



98-102 



1.3-1.6U.3H), 2. 6(s.8H), 
3.2-3. 45(d,2H),4. 1-4. 5(n 
,3H).5.8-6.3(d. lH).6.6-7 
. Kb, 1H), 7. 2-7. 9(o. 9H) 



l.l-1.5(t. 3H), 2.4(s,8H), 
3. 0-3. 3(d, 2H), 3. 9-4. 4(q, 
2H).4.7(s. 1H). 5. 7-6. l(d, 
1H),6. 7-8.2(m.lOH) 
WHH 



432 
433 



432 
433 



-16- 



( — r 

Kfcl 



INol 



iS i£ 



I CC) I H' NMR 

i m i 



IKS I 

I CIra/z| 
I Elm/zl 



130 



ch,(hSX /"^ 

chn nch 2 ch=chco0c 2 h 6 

<Q/ ^ -2HC1 



181-185 
EtOH 



1. 1-1. 4(t. 3H), 2. 45(s. 8H) 
3. 0-3. 2(d, 2H), 3. 75(s, 3H) 
4. 0-4. 4(q, 2H), 4. 2(s, 1H) 
5. 8-6. 15(d, 1H). 6. 5-7. 5 
(a, 10H) 



1311 _ CHN NCH 2 CH=CHC00C 2 H 5 
<Q/ W -2HC1 



135-140 



I.15-1.4(t, 3H),2. 45(s,8H 
).3.0-3.2(d, 2H). 3. 95-4.4 
(q, 3H), 5. 7-6. l(d, 1H), 6. 6 
5-7. Kb, 1H), 7. 25<s, 5H), 
7. 4-7. 7(d, 2H),8.0-8.2(d. 
2H) 



409 
410 



1321 



CH 3 CNH-<g\ 



148-153 



~CHN NCH 2 CH=CHC0OC 2 H, 
W ^ .2HC1 



1. 1-1. 5(t. 3H). 2. l(s. 3H). 
2. 45(s, 8H), 3. 0-3. 3(d, 2H) 
.3. 9-4. 45(m,3H).5.7-6.2( 
d, 1H), 6. 4-7. OCnu 1H),7.0- 
7. 8(n, 10H) 



421 
422 



1331 CHN NCH 2 CH=CHC00C 2 H 5 

w * 2HC1 



212-217 
EtOH 



1. 15-1.45(t,3H),2.45(s,8 
H), 3. 05-3. 3(d,2H), 4.0- 
4. 45(q.2H),4. 2(s.lH),5.8 
-6. 2(d, lHX6.7-7.2(m.lH) 
.7. 3(s,8H) 



432 
433 



|34| CHN NCHjCH-CHCOOCH, 

W -2HC1 



171-175 
EtOH 



2.45(s,8H),3.05-3.25(d. 
3H).3.7(s,3H),4.2(s, 1HX 
5. 8-6. l(d, 1H). 6. 8-7. 5(m. 



386 
387 



1351 CHN NCH 2 CH=CHC0OC 3 H 5 

F-©/ W -2HC1 



196-199 
EtOH 



1. 2-1. 4(t.3H). 2.5(s. 8H), 
3. l-3.3(d.2HX 4. 0-4. 5 (q. 
3H),5.8-6.2(d, 1HX6.8- 
7.6(m,9H) 



400 
401 



CH»0-@\ ^ 
1361 CHN NCH 2 CH=CBC00C 2 H 5 

CH 3 (Hg/ W -2HC1 



164-169 



1. 15-1. 5(t.3HX2.5(s. 8H) 
,3.05-3.25(d.2H),3. 75(s. 
6HX4.0-4. 45(q,2HX4. 2(s 
,lH).5.8-6.2(d, 1H),6. 7-7 
.5(m,9H) 



[0 0 5 0] 



-17- 



i — r 

Utl 



iNol 



1371 



m a: 



J^pHN NCH 2 CH=CHC00CeH 5 
W -2HC1 



14^ 



176-179 
iso-PrflH 



H' NMR 



1. 1-1. 35(t, 3H), 2. 5(s, 8H) 
3. 05-3. 15(d, 2H), 4. 0-4. 3( 
q,2H).5. 0(s, 1H), 5. 8-6. 1( 
d, 1H), 6.7-8.5(n, 13H) 



mm 

Clm/zj 
Elm/zl 



414 
415 



1381 OlNJCHsiai^HCOOCsHs 
<g/ ■ 2HC1 



155-161 
iso-PrOH 



1. 05-1. 3(t. 3H), 2. 4(s, 8H) 

3. 0- 3.2(d.2H),3. 95-4.35 
(q,2H),4. 35(s. 1H). 5. 75- 
6.1(d, 1H),5. 7-7. Km, IK), 

7. 1- 7.9(0, 12H) 



414 
415 



1391 



®^CHNJ(CH 2 CH=CHC00C 2 H 5 
(J,S " ' • 2HC1 



160-163 
iso-PrOH 



1.32-1.4(t. 3H),2. 5(s,8H) 
,3. 1-3. 2(d. 2H),4. 0-4. 4(q 
,2H),4.65(8, 1H), 5. 8-6. OC 
d, 1H),6. 7-7. 5(o,9H) 



370 
371 



1401 CHN _JCH 2 C =CHC00CH 8 
<g/ w 0CH 3 • 2HC1 



137-142 



2. 2-2. 7(o, 8H), 3. 6-3. 8(m, 
8H), 4.2(8, 1H), 5. 15(s, 1H) 
7. 0-7. 5(n, 9H) 



414 
415 



Mil 



a 



CHN NCH 2 CH=CHCH=CHC00C 2 B s 
• 2HC1 



177-181 
EtOH 



1. 0-1.3(t,3H),2.35(s,8H) 
,2.9-3.1(d,2H),3.9-4. 3(q 
,3H),5.55-5.90(d.lH),6.0 
-7.05(o.3H). 7.05-7.5(n.l 
1H) 



390 
391 



1421 CHN NCH 2 CH=CHCH=CI1C00CH, 

<g/ W -H00CCH 

HCC00H 



192-194 
AcOEt/ 
MeOH 



2. 15-2. 75(m.8H),2.95-3.3 
(d, 2HX3. 7(s,3H), 4.35(s, 
1H),5. 75-6.5(o.3H). 7.0- 
7. 65(m. lOHXDMSO-d.) 



410 
411 



1431 



[0 0 5 h~ 



HN JCH 2 CH=CHCB=CHC00C t H 5 
- 2HC1 



162-167 
EtOH 



1. 1-1. 4(t, 3H), 2. 9(s, 8H). 
3. 0-3. 2(d.2H), 4. 0-4.4(0. 
3H), 5. 65-6. OCd. 1H). 6. 0-7 
.2(m.3H).7.2-7.45(B),10H) 



iwrr 



424 
425 



-18- 



i — r 

Ub 



I No 



m i§ a 



i r 

I 

I (^C) 

i m& 



H' NMR 



i 1 

Cln/zl 
Eln/zl 



144 



CHNNCH,CH=CHOKHC00C t H 5 
<Q/ 'HOOdCM 



177-179 
AcOEt 



1. 1-1. 4 (t. 3H),2.9(s.8H), 
3.0-3.2(<UH),4.0-4.4(b, 
3H),5. 65-6. 0(d. 1H). 6. 0-7 
.2<m. 3B).7.2-7. 45(m, 10H) 



145 



CHN NCH,CH=CHCH=CHC00C 3 H,-n| 174-177 



•HOOCCH | AcOEt/ 
HCCOOH i HeOH 
I 



0. 7-1. l(t.3H). 1.4-1. 85(in 
.210.2. 15-2. 65(m.8H).2.9 
-3. 3(n, 2H), 3. 9-4. 2(t. 2H) 
,4.3(s, lH),5.85-6.5(m,3H 
). 6.8-7. 65(o. 10H)(DHSO-d ( 



146 



CHN_NCH 2 ai=CeCH=CHC00C,HT-iso| 186-192 
@/ -HOOCCH UcOEt/ 

HCCOOH | MeOfl 



1.35-1. 6(d, 6H),2.4-2.85( 
m.8H). 3. 25-3. 5(n. 2H>. 4. 5 
5(s, 1H), 4.9-5.35(n. 1H).5 
.9-6. 65(ii. 3H), 7. 2-7. 75(d 
.9K)(DHS0-d.) 



147 



CBNI NCH 2 CH=CBCH=CHC00C 4 H 9 -n| 153-160 
@/ -2BC1 liso-PrOH 

I 



0.8-1. 0(n. 8D.L 15-1. 6(m 
4H),2.4(5, 8B).3.0-3. l(d, 
2B).4.08(t, 2B).4. 18(s. 1H 
X5.62-5. 85(d.lH).6.0-6. 
7(01.38). 7. 0-7.3(n,9H) 



148 



CI 



! 

NCH,CB=CBCB=CBCO0C4B»-n| 176-181 
• HOOCCH | AcOEt/ 

HCCOOH | BeOH 



0.8-1. 0(m, 3H). 1. 15-1. 6(m 
,4H),2. 4(s.8B).3.0-3.1(d 
,2H),4. 08(t.2H).4. 18(s.l 
H). 5. 62-5. 85(d, IB). 6. 0-6 
.7(m,3H), 7.0-7. 3(».9H) 



149 



CBN NCH 2 CH=CHCH=CHC00C,H 9 -iso| 188-191 
W 'HOOCCH | AcOEt/ 



HCCOOH 



leOH 



0. 75-1. 15(d, 6H), 1.75-2. 2 
OUH). 2. 5-3. 05(ii. 8H). 3. 
3-3.6(d.2H),3.85-4.1(d.2 
H),4.35(s.lH),5. 75-6. 8(m 
,3B).7.0-7. 55(d. 10H) 



150 



Cl^\ 



:Hf(_NCH 2 CH=CHCH=CHC00C 5 H i 
•HOOCCH 
HCCOOH 



-nl 159-162 
I AcOEt/ 
I HeOH 



0.65-1. 9(m.9H).2. 2-3. 0(m 
.8HX3.25-3. 75(d.2H),3.9 
5-4.4(q,3H), 5. 7-6.5(n.3H 
). 7.0-7.65(m.lOH) 



10052] 



-19- 



i — r 

Htl 

l£! 

INol 



T- 



i S 5 



i 



1511 



c 



1521 



1531 



1561 



1571 



CHN NCH 2 CH=CHCH=CHCC0C s Hi l -iso 



155- 

158 
AcOEt/ 
MeOH 



W CHN _JICH,CH=CHCH=CHC00C2H. 
<C^ • HOOCCH 



CHN NCH 2 Cfl=CHCH=CHC00C 2 H s 



•HOOCCH 
HCCOOH 



1541 CHN NCH»CH=CHCH=CHC00C 2 Hs 

' HOOCCH 
HCCOOH 



1551 CHN NCHjCB-CHCH^HCOOCjH, 

K-@^ W '2HC1 




NCH 2 CH=CHC00H 



0 



CHN NCH, C=C COOH 




UN NCH 2 CH=CHC00H 



200-203 
AcOEt/ 
MeOH 



191-193 
AcOEt/ 
MeOH 



180-183 
AcOEt 



150-156 
EtOH 



108-112 
MgOH 



112-115 
EtOH/ 
MeOH 



109-113 
MeOH 



H" NMR 



0. 7-1. 15(d,6H), 1.3-1. 80n 
.3H),2. 65(s, 8H),3. 2-3. 5( 
d.2H), 3. 9-4. 35(q.3H).5.7 
-6.75(d, 3H). 7.0-7.7(b. 10 
H) 



1.12-1. 45(t,3H),2.4(s.81 
),2.93-3.2(d,2H).3.91-4. 
4(m. 3H).5.6-5.9(d. 1H).5. 
95-6. 8(0, 3H), 6. 93-7. 45(b 
.10H) 



1.12-1. 5(t. 3H).2.25(s. 3H 
),2.68(s,8H),3.15-3.5(d, 
2H),3.9-4.45(q,3H).5.5-6 
.9(m.3H), 6. 9-7.75(11. 10H) 



l.l-1.5(t,3H).2. 45(s.8H) 
.2. 85-3.4(d.2H).3. 95-4.4 
(n.3H),5.6-6.85(ji. 3H).6. 
9-7.750U0H) 



1. l-1.4(t.3H).2.4(s. 8H). 
3.0-3.2(d.2H). 4.0-4.3(q. 
3H),5.65-5. 9(d.lH).6.0- 
7.1(n.3H),7.1-7.4(D. 9H) 



1. 8-2. 7(«.8H). 2. 8-3.3(o, 
2H),4.1(s. lH).5.5-6. 7(m, 
2H).6.8-7.7(d.10H) 
(DHSO-d,) 



2. 4-2.72(b,8H). 3.5(s.2H) 
.4. 32(s. lH),6.54(s. 1H). 
7.1-7.5(n,10H) 



2.0-2.8(m,8H).3. l(s,2H). 
4.05(s. lH).5.6-6.2(d.lH) 
.6.4-6.8(0, lH).6.8-7.3(n 
,9H)(CD 3 0D+CDC1 S ) 



CIo/z| 
BIm/zl 



466 
467 



424 
425 



404 

405 



458 
459 



426 
427 



336 
337 



333 

(MM) I 



370 

371. 



[0 0 5 3] 



i — 1_ 



-20- 



Htl 

|N0) 


m it a 


1 ! ' 

1 H£ 1 

1 (t) 1 H' NMR 
1 HfeS 1 

1 H?S* 1 


i i 

mm g 

labial 

1 do/zl 
EIa/z I 


1591 


^CHN NCH,CII=CHCOOH 


— 1 1 

1 |2.3-3.0(n.8H),3.2-3.6(iB. 
1 75-80 l2H),4.3(s,lH),5.75-6.2(d 
1 |,lH),6.4-7.8(n,10H) 
1 1 


404 I 

405 I 


1601 


Cl-<©\ ^ 

CHN NCH.CH=CHCOONa 


— 1 1 1 

1 |1.5-3.25OU0!l).4.05(s.l 
1213-221 |H),5.65-7.7(n,llH) 
1 I(D,0) 
1 1 


— 1 


1611 


^CHN NCH,CB=CHC0ONa 


— 1 1 1 

1 ll.2-3.4(n,10B).3.6-3.95 
1196-209 IGb.1H),5.6-8.0(h.11H) 
1 l(D„0) | 

1 1 1 


— 1 


1621 


aw n c=c cooh 


— 1 1 1 

1 l2.50-2.74(n,8H),3.54(s, I 
1 127-130 I2H). 4. 34(s, 1H). 6. 84(0. 1H| 
1 |).7.24-7.54(n.9H) 1 
1 1 1 


324 | 
(-C0 t )| 
324 I 


1631 


CHN NCH 2 CH=CHCH=CHCOOH 
W -HOOCCH 

HCCOOH 


— 1 1 1 

1 l2.4-3.60n,8H).3.65-4.1(d| 
1 178-180 1, 2H), 4. 45(s, 1H), 5. 7-6. 7(| 
1 CHC1, k 3H), 6. 8-7. 65(n. 10H) | 
I |(DMS0-d 6 +CDCl>) 1 


396 I 

397 I 


1641 


^-wCHN NCH 8 CH=CHC00C,H 6 
<Qr ^ • 2HC1 


— 1 1 1 

I |1.15-1.4(t,3H),2.5(s,8H)| 

1 |.3.1-3.2(d.2H),4.0-4.4(q| 

1 |,2H),4.5(s, lH).5.8-8.6(ra| 
1 I.11H) I 

1 1 i 


365 1 

366 1 


1651 


/ - V CHN NCHjCH^HCOOC.Hs 
\Sr • 2HC1 


— 1 1 1 

1 |l.l-1.4(t,3H),2.4(s,8H), | 

I |3.0-3.2(d.2H).3.9-4.3(q. 1 

1 |2H).4.35(s,lH),5.7-6.05(l 
I |d,lH),6.6-7.6(B,9H),8.3-| 
1 18. 5(d, 1H; 1 


399 1 

400 1 


1661 

I . 1 


/ r-v fcHHNCHiCH==CHC0OC,H 5 
\?N • 2HC1 


— 1 1 \ 

1 H.15-1.4(t,3H),2.5(s,8H)| 
1 86-91 |,3.1-3.2(d,2H),4.02-4.39| 
I |(q.2H),4.48(s.lH),5.85- 1 
1 l8.6(a,10H) I 
i i -i 


383 1 

384 1 

i 



[0054] [SUO] 



-21- 



1 — 

Kb 

INo 


I r 

1 i S S | 


MA 

0C) 


-1 1 , 

1 IStft 1 

1 h- nmr \mm 

1 ! CIn/zl 
1 1 EIn/zl 


167 


! F -€Sx ^ o-7 i 

1 / fV CliN NCHiCH=CHCOO-©-0 | 
1 W .2HC1 | 


89-92 


H 1 1 

12. 5(s.81i).3. 15-3. 25(d.2H| 475 1 
IX4.4(s.lHX6.Q(s,2H), | 476 1 
16. 15-8. 65(i, 12H) I | 
1 1 1 

I 1 


168 


^CHNNCH e CH=CHC00CH 2 -^)-<)| 
• 2HC1 | 


78-81 


H 1 1 

l2.45(s,8HX3-3.2(d,2H), | 490 1 
|4.46(s,lHX5.05(s.2H). | 490 1 
|5.9(s.2HX5.8-8.6(in,13H)| | 
1 1 | 


169 


W -2HC1 W 0CH 3 1 
L 


69-72 


H ! 1 

|2.5(s,8HX3.0-3.5(d,2JO. I 535 1 
l3.85(s.9HX4.3-4.7(m.2H)| 536 1 
l,5.1(s.lH).6.1-6.4(m,2H)| | 
l.6.5-8.55(m, 11H) | | 


1701 


F "€>X m ,0CH 3 
/^y CHN_NCH,C«=CHC00(CH 2 ) 2 -@-0CH s 
W • 2HC1 M 0CH a 


1 1 1 1 

1 I2.5(s.8H).3.5-3.7(id,2H), | 549 I 
1 72-77 1 3. 95(s, 9H). 4. 1-4. 6(a, 3H) | 550 I 
1 I6.45(s.2H),5.85-8.6(il10| | 

I IB) II 

II . 


I71| 


F <^ ^ 

ypSyCHt 1 NCH t CH=CHC00(CH 2 )s-<O)-0 I 
W • 2HC1 | 

1 

1 


72-77 


-, 1 1 

ll.6-3.0(ra.4HX2.5(s,8H). I 549 1 
l3.1-3.2(d.2HX4.0-4.25(t| 550 I 

l.3HX4.66(s.lHX5.9(s,2H| 1 
IX5.9-8.65(m.l3H) | | 


1721 


F ^OX O _<«*« 
CHNJfCH 2 CH=CBC00(CH t ) s -©-0CH 3 

• 2HC1 W 0CH 3 


1 1 1 ( 

1 |1.8-3.0(i».4HX3.15-3.3(id| 563 1 
1 72-77|,2H),3.9(s.9H).4.0-4.4(tl 564 1 
1 l,2B),4.5(s.llO. 5. 9-8. 6(>| | 
1 I.12H) | | 

t 1 tt 


1731 


/fSyCHN NCH 2 CH=CHC00CB t CH 2 »(C 2 H 5 ) 2 | 
• 2HC1 | 
1 

L 




1 1 1 

|0.95-1.2(t,6HX2.5(s.8H)| 454 1 
l.2.35-2.9(m,6HX3.0-3.2(l 455 1 

|d.2HX4.0-4.4(t,2HX4.4(| 1 
|s,lHX5.8-8.6(m,10H) | | 


1741 

i i 


^sCBNNCH 2 CH=CHC00-( HCH I 87-90 
V • 2HC1 ^ ^ | 

1 


H 1 1 

ll.5-2.5(m.l7HX3.1-3.2(d| 604 I 
l.2HX4.3(s.lHX4.5(s,lH)| 605 1 
l.5.8-8.6(m.HH) | | 

1 1 1 
j 1 



[00 55] 1*11] 
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Kb 

I NO 


r 

i was 


1 B*£ 

1 CC) 

i was 

1 JS1K 


i 
1 

1 H' NMR 

1 

1 


) 

Hfi 1 

mm 

CIa/z| 
Eln/zi 


175 


• 2HC1 


1 87-91 


H 1 

12. 5(s, 8H),2. 8-3.0(d.3H). 
13.1-3. 2(d. 2B),4.5(s.lH). 
15.5-8. 5(d,11H) 

1 


368 | 

369 I 


176 


+@K rs 

/Py<M NCH 2 CH=CBC0HHC 8 H 7 -iso 
W ^ • 2HC1 


1 74-79 


H 1 

11.1-1. 2(d,6B).2.45Cs.8H)| 
1.3.0-3. 2(d,2B),3. 9-4. 4(m| 
|,lH),4.4(s, IB), 5. 5-8. 6(m 
I.11H) | 


396 1 

397 I 


177 


/— yXHN NCH 2 CH=CHCON(C 2 H 5 ) 2 
VSl W • 2BC1 


1 66-69 


H 1 

11. 0-1. 5(t,6H),2.5(s,8H). I 
13.0-3. 6(n,6H).4.45(s.lH)| 
l6.2-8.6Gn. 10H) 1 
1 I 


410 I 

411 | 


178 


< ^CH|^JCH 2 CH=CHCH=CHC00C 2 H 8 


I 95-99 


-1 1 

U.15-1.4(t,3H).2.45(s,8H| 
l),3.15-3.25(d, 2H), 4-4. 4(1 
ld,2H),4.4(s. IB). 5. 65-8. 51 
I Cn. 12H) I 


409 1 

410 1 


179 


^yCHN__NCH 2 CH=CHC00H 


i i i 
1 |2.55(s,8H),3.1-3.39(in,2H| 
1164-167 |). 4. 48(s. 1H), 5. 8-8. 75(m. 1 
1 I10H) | 
I |(CDC1 S +CD S 0D) | 


355 1 

356 I 


180! 


, CRN NCH 2 CH=CHCH=CHCO0H 

vQr -2Hci 


H 1 \ 

I |2.65(s,8B),3.25(iii,2H), 1 
1117-120 14. 45(s, 1H), 5. 75-8. 5(m. 121 
1 IH) I 
1 1 1 


381 I 

382 1 


1811 


CHN KCH 2 C =C COOdHs 
<g/ ^ H -2HC1 


-1 1 \ 

I 11. 24(t. 3H), 2. 48Cs, 8HX | 
1185-191 13. 12(dd.2H).4.2(q,2H). 1 
|iso-PrOH|4. 22<s, 1H), 5. 9(d, J=15, 1H| 
I |),6.68-7.02O»,lH),7.05-7| 
1 |.42(i,10H) | 


364 I 
364 1 


1821 
i i 


Cl-®\ ^ H 

CHl(_JCH 2 C =C COOCH, 

H • 2HCI 


-1 1 f 

1 l2.37(s,8H) 1 2.92-3.25(d,2| 
I |H) ( 3.74(s.3H),4.15(s,lH)| 
1140-145 1.5. 67-6. 05(d M5, IB). 1 
I iso-PrOHl 6. 44-6. 9(m. 1H), 6. 95-7. 45 1 
1 l(o.9B) 1 

1 1 ..1 


384 I 

385 I 



[00 56] [$12] 
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i — r 

Iffcl 



|No| 



1841 



1861 



1871 



1801 



i u 



[00 5 7] 



m m a 



_ CHN KCHjC =C COOC2H5 
<QX ^ I . 2HC1 




NCH,6 =C C00C 2 H, 
A -HOOCCH 

CHCOOH 



^pHNJICHjC =jj COOCj 



COOC2H5 

HCOOH 
HCOOH 



1861 CHN NCH,C =C COOCsHj-n 

@f H « 2HC1 



CHN NCH,C =C C00C s H 7 -iso 
<g/ ^ H -2HC1 



CHN NCH,C =C C00C 4 H 9 -n 
<g/^ A • 2HC1 




C00C 4 H o -n 
HOOCCH 
CHCOOH 



(t) 



H' NMR 



I CIn/z 
I EIu/z 



1 h 

ll.26(t.3H).2.48(s,8H). | 
196-200 l3.12(d.2H).4.14(q,2H), I 
iso-Pr<)H|4. 24(s. Ill), 5. 96(d, J=15, I 
|1H),6. 72-7. 00 (m. 1HX7.12I 
1-7. 50Cm. 9H) | 



398 
399 



+ 



+ 



ll.24(t,3H).2.48-2.8(m,8H| 398 
170-172 I), 3. 32(d, 2H), 4. 14(q, 2H), | 399 
AcOEt |4.25(s.lH),5.98(d.J=15, I 
|lH).6.68(s,2H).7.11-7.4 I 
Km. 9H) I 



|1.25(t.3B).2.66(bs,4H), | 
161-164 |3.15(bs,4B),3.80(d ( 2H). I 
AcOEt/ 14. 10(q. 2H), 4. 30(s. 1H). 6. I 
HeOH l02(d,J=15.1H).6.10(s.2H)| 
1,6. 50-6. 80(ii, 1H). 7. 00-7. 1 
|40(m.9H) I 



399 
399 



+ 



+ 



10.73-1. 12(d.6H).l. 41-1.81 
180-185 17(0, 2H), 2. 4(s, 8H). 2. 95-31 
iso-PrOH|. 2(d, 2H), 3. 9-4. 28(t, 3H), | 
15.7-6. 05(d,J=15. 6, 1H).6. 1 
149-7. 5(n,10« | 



412 
413 



+ 



+ 



II. 0-1. 5(d, 6H),2.4(s.8H), I 
193-196 |2. 86-3. 25(d. 2H). 4. 15(s, 1| 412 
iso-PrOHlH), 4. 73-5. 2Kb, 1H), 5. 62-| 413 
|6.1(d.J=15.6, 1H), 6. 45-7. 1 
l45(m,10H) I 



10.7-1. 6(b. 7H),2. 45-2. 6(n| 
173-178 1. 8H), 3. 32(d, 2H), 4. 02(t, 21 
iso-PrOHIH). 4. 2(s, 1H), 6. 0(d, J=15, 1 
I1H). 6. 62(s,2H),6.95-7.38| 
t Cm, 9H) I 
1 h 



426 
427 



10.7-1. 6(b,7B),2. 45-2. 6(m| 
169-172 l.8H).3.32(d.2H).4.02(t. I 
AcOEt/ |2H),4.2(s,lB),6.0(d,J=15| 
HeOH|,lH),6. 62(s, 2H), 6. 95-7. 3| 

I8(ib,9H) I 

[$13] 



426 
427 
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i — r 
it 



No 



fit & 5t 



t r 



H' NMR 



Clm/z 
EIn/z 



90 



CHN NCH 2 C =^ C0OC 2 H s 
{C>/ W H -2HC1 



182-186 
iso-PrOH 



1. l-1.42(t, 3H),2. 26(s.3H 
), 2.45(8. 8H),3.01-3. 35(d 
,2B).3.95-4.4(i.3H). 5. 7- 
6.11(d,J=15, 1H), 6. 65-7. 5 
2(n. 10H) 



378 
379 



91 



CHN~NCH2C =C COOC2H5 

H • 2KC1 



187-191 
iso-PrOH 



L 1-1. 5(t. 3H), 2. 41(s, 8H) 
.2.82-3.3(d,2H), 3. 91-4.3 
5(q, 3B), 5. 7-6. l(d, J=15. 1 
H),6. 22-7.64(a,9H) 



400 
401 



92 



CHN NCH 2 C =C COOH 
©/ W ft 



104-111 
MeOH 



2.38(bs,8H),3. 12(d.2H). 
5.22(bs. 1H), 5. 84(d,J=15. 
1H), 6. 52-6. 88(b, 1H), 7. 12 
-7.48Gb, 9H) 
(DISO-de+CDCls) 



370 
371 



93 



C N_J)CH 2 C =C C00C s B 5 
Q/ H -2801 



[a] D = +6.6 



398 
399 



94 



C N NCHaC =C C00C,B 5 



[a] d = -6.6 



2HC1 



398 
399 



95 




=C COOCjHs 
H • CEC00H 
CHCOOH 



164-166 
AcOEt/ 
MeOH 



1.6(t, 3H).2.7(bs,4H), 
3. 25(bs,4H).4.15(q.2H). 
4. 30(d.2H),4.35(s, 1H),6. 
05(d,J=12.1H),6.15(s,2fl) 
,6.15-6.5(m.lH),7.05-7.3 
5(0. 9H) 



398 
399 



[0058] 

Htt«5*j£[Tada, T. and Okumura,T. : 
J. Immunol. . 106. 1002-1011, 1971]trSpCTfTofc„ £ W 
**-3Rittt5:y KMl 5 0-2 0 O g^KfS&rt 

A s c a r i s jfo.?f <D IOO 0-fEH&!i£f££r 0.05ml 
/s i t eKa»LTg»6Wf^Ufc. 4 8ftm«lC. 
DNP-Ascaris O. 2 5mg£r£tf0. 5%E 
vans blue4IAt*MO. 5ml/100 



g trMRA icftftftTKSJt LTSJfcSr&jB Lfc. 4 0 

[0 0 5 9] 
IS14] 
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it 

A. 



No 



10 



11 



12 



13 



16 



17 



18 



19 



22 



23 



24 



26 



28 



34 



35 



43 



44 



7*1PCA 
(lOngAg-po) 



78.1 



93.6 



81.0 



92.4 



81.5 



81.2 



76. 



70.4 



71.1 



82.3 



77.2 



74.1 



70.8 



72.5 



75.2 



81.3 



87.3 



78.5 



74.0 



85.5 



90.5 



70. 



91.4 



93.6 



70.0 



[0 0 6 0] Wtt«2: tot.A» ^ fr iffl 1 

^- h WSSItte*/^?' h(M5 00~6 5 0 g)CT) 

mnz&nisituk : gefc£ittz&. Esscttim o~2 

*:<£>^:fc£9 5%O 2 +5CO 2 %iS^^ii^;T<0Ty 
rod effi(3 0± lt)Sr^fcLfcv^^f{CO. 5 

UtflSfcJ^SvOx l 0- 7 M)<0¥«Sffl<Srfc-*o 



ft 
No 



47 



48 



55 



56 



58 



59 



70 



81 



82 



83 



84 



85 



87 



88 



90 



91 



92 



93 



95 



MPCA 
(lOng/kg-po) 



85.1 



70.3 



92.3 



71.3 



79.3 



76.0 



75.6 



81.3 



81.3 



82.1 



72. 



85.4 



90.9 



87.6 



74.4 



91.1 



84.5 



72.8 



71.4 



68.5 



68.3 



♦If Tf-f | 56. 9-69. 9 ★ 

«L*WMfPffl**WLfc. *£*f±EC so fit LT^L 
fc. feSS-^ 1 6 lO^-f. Sl 6IOlc«a<V>Tft«>ft 

[00 6 1] 
[SI 5] 
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ft 


i 




1 ttflis 




1 Ec 5 ofi(y) 


No 




2 


1 1.9X10" 7 


3 


1 2. 6X10" 7 


4 


1 9. 7X10" 7 


5 


1 9. 0X10- 7 


6 I 1.7X10* 6 


7 


1 5. 7X10" 8 


9 


1 3. 1X10- 5 


11 


1 3.5X10* 


12 


1 3. 5X10- a 


14 


1 6. 0X10- 7 


15 


1 1.2X10" 9 


16 


] 2. 8X10" 7 


17 


1 5. 8X10- 7 


19 


1 1.0X10" 8 


23 


1 1.3X10" 8 


24 


1 3.7X10" 7 


26 


1 1. 2X10- 8 


27 


1 3.5X10" 8 


28 


1 3.5X10' 8 


30 


1 2. 6X10" 8 


31 


1 1.9X10- 8 


34 


1 5. 4X10" 7 


35 


1 1.2X10" 8 


37 


1 4. 2X10- 7 


39 


1 5. 2X10" 1 


43 


1 1.5X10-° 


56 


1 3. 1X10- 8 





[0 0 6 2] 9*9(9*3: ^y*V h&U*7~(Konzet 
t ft; Rossler)jfcW» 

, N _ UJ^mfe*^ yhiaO%ova 1 b u m i 

u«WFU AXPfK#»ca9SUfc. g 
allamine OfNStC ± 9 AIWS: 



ft 


1 3^7*7 h 








1 JVM*(X) 


No 


I (10ngAg-po) 


3 


i 90.3 


5 


1 94.9 


6 


1 84.9 


7 


1 89.2 


9 


1 96.3 


30 


1 76.5 


35 


1 90.1 



I I -i 



* : 30/ig/kg-po 
[0 0 6 4] WBflUiSttW* 

I CR3yf£tt^;*(#fi2 5-3 5 g) 



1 

1 1L 


i 

1 +at ill 177} DEI 


1 A. 


1 {jlQis 


! % 




1 nO 




1 05 


1 1 nv-tn-Q 

I l. 3X10 0 


1 OU 


i c. yxiu 


1 04 


I 1 1 V1 ft- fl 

I 1. 1X10 0 


1 00 


I 7. 4X10 7 


1 o7 


I l. 4X10" 8 i 


1 68 


I 2. 9X10" 7 I 


! c ft 

1 69 


I l. 5X10* 8 I 


1 70 


I 9.5X10" 7 I 


1 71 


I 5. oaIO 7 I 


1 70 


1 5.4X10 7 | 


1 77 


1 i ftvi n- s 1 

1 1.9X10 B | 


1 7.4 


1 C CV1 ft- 6 I 


1 7C 


1 1. 5X10" 8 I 


1 •7? 


1 n nv-fft-7 1 

1 7. 9X10 7 1 


1 78 


1 3. 4X10' 1 1 


1 79 


1 4.5X10" 8 1 


1 80 


1 2.4X10- 8 1 


1 81 


1 4. 4X10 T 1 


83 


1 7.8X10' 7 | 


87 


1 1.1X10' 8 1 


92 


1 1.1X10* 8 I 


93 


1 5.0X10' 8 | 


94 


1 2.7X10" 6 I 






1 9.5X10" 8 | 


W7x>- 


I4.0-5.5X10" 9 1 
i i 



-B$K*^TSaSr 1 0 0%t l>XMtotHiW$<OltoM!* 

[0063] 
[SI 6] 



r 

1 ft 
1 & 
1 « 
1 No 


1 ■' — 1 

1 3V7x7 h I 
1 A 1/75- j 
1 JPSMKX) 1 
1 (lOng/kg-po) | 


1 58 


1 81.6 I 


1 60 


1 90. 1 1 


1 83 


1 82. 8 | 


i i i 


1 ft&«5A 


1 83.9 E 


1 Hf7iy 


! 75. 6* I 

j j 



-27- 



1 1 — 

1 it 1 7»zftttStt 
! & I a^fef^ffla 

1 ft 1 [Sftfi] 
1 No [ (ug/kg-po) 


l 2 i osoo; 




! 3 I [>500: 




1 4 i woo; 




I 5 i osoo; 




i 8 i osoo: 




! io t [>soo: 




1 11 1 O500] 




1 26 i osoo: 




1 27 f [>500: 




1 33 i [>soo: 




1 37 I [>500: 




1 39 I [>500: 




1 66 i oiooo; 

1 





10 0 6 5] 



[*1 7] 



1 

1 it 


i 1 


1 6 


1 fi**lftfflfi I 


S 


1 C&ftg] 1 


j No 


1 (mgAg-po) j 


67 


1 O1000] 1 


1 68 


1 O1000] 1 


1 70 


1 O1000] 1 


1 72 


1 O1000] 1 


1 79 


1 O1000J 1 


1 87 


1 O500] 1 


1 88 1 OSOO] 1 


1 90 


! O500] 1 


1 it&® A 


1 O500] | 


1 1if7ty 


i [500] 1 

-L 1 



(so int. ci. 6 mhb* ifrtsa#^ fi s«^@^f 

CO 7D 211/46 
213/61 
213/62 
213/73 
213/75 

295/14 A 
333/20 
333/28 
333/32 
333/36 
333/42 

±mffi*mftmm.m& i -is- 2 

* 1 -808 

(72)|gl«# 

^E0*BErt7)KiSJIIEfiS2-13-7 ^ 

(72)3SSH# 

£S/ff^ttf&4MSPUl»T* 3-1-15 



£&»£8^ss»nra£766 

(72)fg?H# ftj* 

^sm^^fij®*j±i»r2oo-27 

3F 

(72)$gW# &if ffi 

*Kfl?i««m2£Br 1-24-2 

A303^- 
(72)38?l!# jlB B8& 

(*£J&l!*Ji.mtI#* 3-8-20 
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